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(57) Abstract: 

FIELD: organic chemistry. SUBSTANCE: 
product: derivatives of 

4-amino-1 ,3-dinnethyl-[4,5-c]-pyridine-2-on'e 
of the fornnula (I) 



CH 




and (II) 




exhibiting acaricide 



O N— ^i— CH 



effect. EFFECT: enhanced effectiveness of 
agents. 
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ripeAnaraKDTCfl HOBbie nponsBOflHbie 
4-aMMHO-1 ,3-AHMeTMJinMHfla30 [4,5-c] 
nMpiiflMH-2-OHa cj^opiviynbi I nnn II 




CH 

r 

CH 



CH 

oc>- 



o6naAaK)Lnne aKapni^nflHbiM fleMCTBueivi. 
MsBecTeH 4-rMApa3MHOMMMAa3o[4,5-c] 
nMpwflMH, o6naAaK)LU,HM runoTeHSHBHoCi 

aKTMBHOCTbK) [1]. 

M3BecTHbi TaioKG HeTBepTMHHbie conn 
1 ,3-AmvieTMn-4-aMHHOHMMAa3o[4,5-c]nMpMAMH-2- 
OHa [2] o6[i\&\A 0opMyjibi 



CH 




rfle R-ariKnn, 



CH 



6eH3Mn, annnji. 

OflHaKO flaHHbie no aKTHBHOCTH yKaaaHHbix 
cosAHHeHUM B JiMTepaType OTcyrcTByfOT. 

L4enbfo M3o6peTeHM?i ^^Bnf^eTC^^ pacLunpeHne 

accopTMMeHTa XHMI/IHGCKHX COeAUHGHMki, 
BOSfleMCTBytOLL^MX Ha >KMBOM opraHMSM. 

riocTaBJieHHafl i^ejib AOCTuraeicfi 

npOM3BOAHblMM 1 ,3-AHMeTMn-4-aMHHOMMMAa30 

[4,5-c] nMpnAHH-2-OHa cjDopMyn I n II, 
o6jiaflaHDLAMMH aKapni^nAHbiM fleMCTBueM. 

CoeAMHeHne I nonynafOT nyreivi 
BsanMOAePiCTBMiR 4-aMHHO-1 ,3-AHMeTnnMMMAa30 
[4,5-c] nMpnAHH-2-OHa c S-HMTpocf^ypcjDyponoM b 
cnnpre npn KuneHi/ii/i. 

CoeAMHeHne II nojiyHaraT nyreivi 
B3aMMOAePicTBi/i^i 4-aMMHO-1 ,3-AMMeTnnnMMAa30 
[4,5-c] ni/ipMAHH-2-OHa c 3TmieHxnoprMApnHOM 
npn 170-1 80 °C c nocneAyK)Li^eC^ o6pa6oTKo£^ 
xnopucTbiM TMOHnnoM B xjiopocf)opMe npn 
50-60 OQ 

□pi/iMep 1 . 

4-(5-H MTpoc|3y pc|3y pun MASH -2-aM mho)- 1 , 3-ah mst 
unuMMflaso [4,5-c] nMpLiflMH-2-OH (I). 

0.8 r 4-aMMHO-1 .3-AMMeTMnnMMfla30 [4,5-c] 
nMpMAHH-2-OHa ki 0,65 r S-HHTpocfiypctDypona 
KunflTflT B cnnpre b reMeHne 1 m, oxna>KAaK3T, 
OTc|DMnbTpoBbiBafOT BbinasLUMM ocaAOK M cyiuaT. 
BbixoA 1,12 n T.nn. 238-240°C (na araHona). 

HawfleHO, %: C 51,52; H 4,01. 

Cis Hii N5 O4 
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BbiHMcrieHO, %: C 51,82; H 3,68. 

ripuMep 2. Xnopufl 

4-aMMHO-5-(2'-xnop3Tnn)-1 ,3-AHMeTMnMMMAa30 
[4,5-c] nnpMAMHMM-2-OHa (II). 

0,99 r 4-aMMHO-1 ,3-AMMeTMnMMMAa30 [4,5-c] 
nMpnAHH-2-OHa b 1,5 wn STMneHXJioprnApnHa 
HarpesaiOT npii 170-180°C b reneHne 1 h, 
orroHflioT 3Ti/ineHxnoprMApMH, floeasnflioT 10 win 
cyxoro xjiopocpopMa n 0,5 Mn xnopucToro 
TMOHnna M HarpesatoT npn 50-60°C b TeMSHi/ie 
40 MMH, oxna>KAafOT, OTclDmibTpoBbiBajoT, ocaAOK 
npoMbiBajoT ero ai^eTOHOM n cyLuar. BbixoA 
1,162 r, T.nn. 1 72-1 73°C (H3 GTaHona). 

HaMAeHO, %: C 42,88; H 5,19; CI 25,93; N 
19,79 

C10 Hi4 CI2 N4 O 

BbNucjieHO, %: C 43,32; H 5,05; CI 25,60; 
N 20,22. 



MK-cneKTp, cm"^: 3465 m 3265 



1705 

c=oJ 

nonyneHMbie coeAHHeHun McnbiTbisafOT Ha 
aKapni^MAHyra aKTkiBHOCTb Ha nayTMHHbix 
KneiAax Ha cj^aconn (Tetranychus urticae Koch). 

CraHAapTHbie BbiceHKH nucTbeB ct>acojiM c 
noAca>KeHHbiMM na hmx BspocnbiMn nayTUHHbiMn 
Kneii^aMM onpbiCKHBafOT 2,5 mji 
BOAHO-ai^eiOHOBoro pacTBopa i/icnbiiyeMoro 
coeAHHeHMfl b KOHi4eHTpaiJ,HM 0,1% A-B. flocne 
BbicbixaHMfl KanenbHO->KMAKOM snarn Bbice^KH c 
o6pa6oTaHHbiMM KnemaMM noiweiAaiOT bo 
Bna>KHyfo Kaiviepy. y^er rueenn KneineM 
npoBOA?iT Hepea 48 h. 

flaHHbie no aKapuLiMAHOM aKTHBHOcru 
McnbiTaHHbix coeAMHeHMM npuBeAeHbi b 
Ta6n[/me. 

TaKMM o6pa30M, 
coeAHHeHM?! o6naAaK)T 

aKTMBHOCTbHD M MOryT 

npuMGHeHne b 6opb6e 



npeAnonoKeHHbie 
aKapMiJ,HAHOM 

HaMTM LUMpOKOe 

c BpeAMTenflMM 



cenbCKoro xosjiPicTBa. 

<t>opMyna M3o6peTeHM5i: 

npoki3BOAHbie 
4-aMMHO-1,3-AMMeTMnMMMAa3o[4,5-c]ni/ipiiAMH-2- 
OHa c(}opMyribi 




Cl 



CH 




3 



o6jiaAaiOLAMe aKapM4MAHbiM Ae^CTBueM. 



CO 

to 

o 
to 



CO 



60 



-3- 



CoeflMHeHne 


CMepTHocTb KneuLiew or KOHueHTpauuw 


XnopMfl 4-aMMHO-5-{2'-xnop3TMn)-l ,3- 
flMiwieTiiJiMMiiAa3o[4,5-c]niipMAWHMM-2-OHa 


84 


4-{5-HnTpoc{3ypct3ypMnMfleH-2-aMMHo)-1,3- 
flMMe™nwMMfla3O[4,5-c]nMpi.iflMH-2-0H 


85 


SrajiOH - KenbTaH 


100 




coos OOBETCHMX ^ 

C0UMA/1MCTHHECHMX CTI I QKi QA(\ A 

PEcnyB-nMH (i9) wv (n) 0<J I gy'r v . M 

CP4 C 07 D 61 K 31/395 

RX>i«a»PCTBEHHblft HOMVrnET CC^ 

pnMCAHME M305PETEHMfl ]:, '^''' I 



(21} 2a97l36/23-04 CHs 
(22) 20, 03 •80 S 
30*Q4*88j, Bwji. If 16 



(57^) HeTBepTM^M^ <3^iMiai(^^ aHTHMHKpo6Hoil k ^ynrHCTa- 



cn 



1 



851940 



HsoepeTeHHe othochtch k hobbim 6h- 
ojiorH^ecKH:^ aKTHBHbiM XHMHMecKHM coe- 

AHHeHHHM, a HMeHHO K MeTB«pTIf«IHbIM 

cojiflM HMHj^aso r4,5-c]nHpH^tHHHH, o6- 
jnaAaioii^MN aHTHMHKpo6Hoj^ h (i>yHrHCTa- 

TineCKOfi aKTMBHOCTBIO* 

HsBeCTHH npOH3BOflHbie A— OKCH— 7- 

-aMHHO-mMnnaao r4»5*-c JnHpHAHHa 4>op- 
Myjiw 




R - p> ^ pH6o4)ypaH03HJi kjih 2 ' , 
5'-"0-C^ AO Cg auKJiHpoBaHHbiit ana— 



rfle 

jior t o6jiaAaiomKe npOTHBOBHpycKoH aK- 

THBHOCTblO* 

TaiOKe HssecreH npenapar 4>ypaAH— 

JIHH 



PHAHHHH -npeACTaBJiflfiT co6ofl 6ecABeT-« 
Hbie KpHCTaniiH^ecKHe Ben^ecTsa, xopoino 
pacTBopHMbie B BOAe h cnHpre, pacTBO- 
5 pbr KOTopfaix o6jTaAaioT noBepxHOCTHO-- 

aKTHBHblMH (MOfOmHMH) CBOftCTBaMH* 

n p H M e p 1 , 

BpoMHA 3--jiaypHji-l-MeTiinHMHAa30 
tA,5-c3 nHpHAHHHH ( 1 ) , 3IO-196.. 

10 10 MMOJIB 1 -MeTHJIHMHAa3p fA^S— cj 

nnpHAHHa pacTBopHWT b 15 mjt a6cojiiQT- 
Horo GeHsojia, npH6aBJiHioT 12,5 mmojib 

AOAeUHJiepOMHAa KHHKTHT B Te^eHHe 

2,5 ti Ha MacjiHHofi 6aHe npH TeMiiepa- 
15 Type I10*'C, Ilocjie oxjiaKAeHHH Bbi- 
naaniH^ ocaAOK OT4)njifcTpoBbiBaK)T, ne- 

peKpHCTaJUTHSOBblBafOT H3 HHTpOMeTaHa* 

BbixoA 82%, T^nji. 63-64^ C (HHTpoMetaH) 
HaftAeHo, %: C 59,48, H 8,51, 
20 N 10,9, Br 20, ?• 



XI 



BbitjMcneHo, %: c 59,67, H 8,43. 
10-98, Br 20, 89^ 



25 



npHMeHHeMbi^l b Ka^ecTBe aHTHMHKpob** 
Horo cpeACTBa. 

UejiBio H3o6peTeHHH HBJiHeTCH paciDH^ 
peHHe apceaajia cpeACTB BOSAeiKcTBHH 
Ha Ts^vtBoVi opraMHSM* 

yKasdHHan AejiB AOCTnraeTcfl ho— 

BblMH XHMH^eCKHMH COeAHHeHHHMH -* MeT— 
BepTmiHblMH COJIHMH HMHAaSO [4,5— c] HH-- 35 
PMAHHHH 4)OpMyjIbI I HJia II 

I ^ 



Br® 



y<I)-cneKTp:^^^^c ,HM (lg£) 216<422), 
-240 (3,20), 266 (3,42). 
n p H M e p 2. 

BpoMHA A-aMHHO -5-JiaypHn- 1 , 3-ah- 

30 MeTHnHMHAaSO C^jS-cJ" rfHpHAHHHft-2-* 

• -OHa (II), XH)-2» 

HarpeBaiOT Ha Macjinnoft 6a3e npn 
160-1 70^C pacTBOp 1 mmojib 4-aMHHo- 
-1 ,3-AH^^eTHjlHMHAa30 t4,5-c] nHpHflHH- 
-2-OHa B 0,5 Mji cyjiB<i)OjiaHa h l,2- 
l , 25 mmojib AOAeAnn6poMHAa B TetieHHe 
1 ^, peaK^KOHHyio Maccy oxjiaxAaiOT, 
oT4»HnBTpoBbiBaioT BbmaBmH^I ocaAOK, npo— 
MWBaibT 6eH30JiOM, s^jHpoM H cymaT, Bw- 
XOA 0,32 r (73%)/ T.nji* 134-1 35'=' 

(CHHPT C 34>HPOm)« 

HaftAenp, %: C 55,7, K 7,9, 
Br 19, U 



40 



-CH, 



KoTopbie nojiytiaioT BsaHMOAeftcTBHeM ao— 

AeUHJlGpOMHAa C COOTSeTCTByiomHMH HMH— 

Aaso [4,5— nHpHAHHOM npH narpeaa^ 
HHK B cpeAe pacTBopHTejiH* 

nojiy^eHHbiii KOHeHHbift npoAyKT — iier-^ 
BepTSPttibie coxiH HMHAaso lAfS-^cJ -nw- 



45 



50 



55 



C^oH^yBrN . ■ 

BbmMCJieHO,%: C 56,2, H 8,2, 
Br 18,7. 

HK-cneKTp, cm'*: 3380 (NH), 1730 
(C 0). 

y^cn^KTp: h^^^^ ,HM (igC) 222 
(455):260{3,85), 292 (3,62), 

Akthbhoctb MeTBepTH^Hbix cojieft HMH- 
Aaso t^,5-c]nHpHAHHHH 3IC-196 h XIC-2 
Ha aHTHMHKpo6HyiO H 4iyHrHCTaTHHecKyio 
axTHBHOCTB coeAHHeHHil HsyHajTH Mero- 
AOM AByKpaTHux cepH^Hbix pasBeAeHHil 
Ha «HAKol^- cpeAe Ha cneKtpe BKJnoMaio— 

I^eM AO 5 IftraMMOB MHKpOOpraHHSMOB. 

Ann KyjibTHBHpOBaHHH 6aKTepH<f hchojib- 



3 85 

30BajiH 6ynbOH XoTTHHrepa (pH 7,2- 
7, A). MuKpoSHaH narpysKa js^h 6aKTe- 
pHft cocTaBHna 2 » 5 • 1 0 ^ KneroK arapo- 
Bofi 18— MacoBOii KyjibTypfai b 1 mjt ^pe^u 
MaKCHMajibHaH h3 HcnbiraHHbfx KOHiteHx— 
pai^iji 200 MKr/MJi, 

Ann BfoipamHBaHHH rpH6oB HcnojiBSOBa— 
jiH cpefly Ca6ypp (pH 6,0-6, 8), Ha- 
rpy3Ka cocraBJiHJia 500 thc. penpoAyK— 
THBHbix- reneii b 1 mji« MaKCHMajibHan hs 

HCnblTaHKUX KOHUeKTpaUHll 200 MKr/MJI« 
AHTHMHKpodHyiO aKTHBHOCTb COCflH— 

H^HH& oi^eHKBajiH HO MKHDMajibHoil 6aKTe— 
pBOCTaTH«tecKoil H 4>yHrHCTa:THtzecKoii 



1940 



to 



15 



KOHUeHTpaUHH XHMH^eCKHX COeflHHeHHft, 
Bbipa^sceHHofi B MKr/MJl« 

3a sranoH 6bui npHHHT 4>yp^UHJiHH» 

KaK BHAHO H3 npHBe;]teHHE>ix a^hhux, ; 
HcnbiTaHHbie npenapaTW o6na.pjSL}or Cojiee 
CHnBHbiM fleftcTBHeM HO OTHonreHwo K era* 
^HnoKOKKy B 2 pasa (310-196), k aHTpa- 
Koimy B 16 H 4 pasa (310-196 h XIO-2 
cooTBeTCTBeHHo), K KHDie^Hoft najio^— 
Ke B 16 H 2 pa3a, k Catndida abb b 
16 H 4 pasa* IIo OTHOiaeHHio cHHe— 
rHOHHoU najio^Ke o6a npenapara OKa** 
3biBai&T Ae^cTBKe na yposHe cTaHAApra* 



PesynBTaxbi HcnbiraHii^ Ha aHTHMHKpo6Hyio h 

^yHrHCTaTHHeCKyiO aKTHBHOCTB 
(MHHHMaJII>HaH 6aKTepHaCTaTH^eCKaH KOH^e1fT|>a^H5I 

yKasana b MKr/MJi) 



m 

nn 


DlTaMMU MHKpOOpraHBSMCB 

H rpHdOB 


I!jH4>pbI HCnblTaKHtOX 




3K)-196 


XK)-2 


4>ypaDKnHH 


U 


staphylococcus smcetis 2Q9p 


2 


8 


4 


2. 


Bacilus antracoides I 312 


2 


8 


31 


3. 


Esheria coli 675 


1 


8 


16 


4. 


Pseudomonas aureginosa 165 


250 


250 


250 


5, 


Candida albicans 


4 


16 


63 
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(71) HHCTHTyr <i)H3HKO-OpraHHHeCKOft 
XHMHH H yrjieXHMHH AH YKpaHHCKOH CCP 

H BcecoH)3HbiH HayMHo-HccjieAOBaTejibc- 

KHii HHCTHTyr XHMHHeCKHX CpeflCTB 3a- 

mHTbi pacTeHHii 

(72) IO.M.IOthjiob, A.r.HrnaTeHKo, 
JI . E . MHxaHJioBa , E . H. AHffpeeBa 

H r.B.Bo6KOBa 

(53) 547.859(088.8) 

(56) nareHT CUIA 1^ 3759933, 

KJi. C 07 d 31/40, onydjiHK. 1973. 



(54) CTHPHJIbKfclE nPOPiSBOAHHE HMHHA30 
[4,5-C7nHPIOTHHHn-HOflHHA, OBJIAflAIOmPiE 

oyHrpiuipmHon akthbhoctlk) 

(57) CTHpHnfeHbie npoHSBOAHbie HMH^aao 
f 4,5-c3nHpHAHHHg-HoflHfla o6mefi 4>op- 

Myjlbl ^m.m 



CM 

T N /-< 



TAe a) R^-CHj, 



R, H Rj -OCHj , R»-H, 



6)R -CH3, R^ „ R -H, R'-NCCHgL"; 



Rc H R.-H 



R3-OCHJ, 



b) R^-CH^, 
r) R ~Ph, I 

a) R,-Ph, H R^"H, R *-N(CH3)^, 
o6jiaAaiofl^He 4iyHrHUHAHoft aKTHBHocTBio, 



R^ H R^~0CH3, 



I 8 

HaoSpereHHe othochtch k hobbim xh- 

MHMeCKHM COeAHHeHHHM, K CTHpHJlBHblM 
npOH3BOAHbIM HMHAaSO t 4 , 5-C ] HHpHAHHHH 

HOAWa o6mefl ^opMyjibi 

I . 




TAG a) R^-CH^, R h R^-OCH^, R3-H; 

6) R, H R3"-H, Rj-NCCH^)^ , 
b) R,~CH3, R^h R^-H, R3-OCH3; 
r) R^-Ph, R^H R4-OCH3, R^-H, 
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fl) R,~Ph, R^ H R^-H, R-N(CH ) • 

06jiaAaK)mHM 4)yHrHUHAHOH aKTHBHOCTblO^ 

YKasaHHoe CBoiicTBo nosBojikeT npeA- 
nojiaraTb B03Mo>KHocTb npHMeHeHHH hx 

5 B CenbCKOM X03HHCTBe, 

HssecTHbi npoH3B0AHbie HMHAa3o[4, 5-c] 
nHpHAHH-2-oHa, o6jiaAaioiBCHe npoTHso- 

BOCnajlHTenbHOH aKTHSKOCTblO* 

Uejii> H3o6peTeHHfl - pacniHpeHHe ac- 

tO COpTHMeHTa (JjyHrHI^HAOB . 

Sra Aejib AocTHraeTCH HOBbiMH cth- 

PHJIbHblMH npOHSBOAHWMH HMHAaSO [4 , 5-cl 

nHpHAHHHft-HOAHAaMH npHBeAeHHOH o6mefi 
4)opMyjibi, KOTopfaie nojiynaioT nyreM Bsa- 

15 HMOAGJScTBHH 4-MeTHJinpOH3BOAHbIX HMH- 

Aaso [4,5-c]nHpHAHHHH~HOAHAOB c apo- 
MaTHMecKHMH ajiBAerHAaMH b npHcyrcT- 
BHH HHnepHAHHa B KatiecTBe KaTajiHsa- 
•Topa, no cxeMe 




TAB R -|-R^ HMeioT yKasaHHbie sHaxieHHH. 

ITojiyMeHHbie HOBwe coeAHHeHHH npeA~ 
craBjiJiioT C060H TsepAbie oKpamen- 
Hbie BemecTBa, pacTBopHMbie b BOAe, 
cnHpTe H aueroHe* CrpyKTypa noATsepac- 
Aena AaHHbiMH sjieMeHTHoro aHajiHsa, 

n p H e p 1,1 , 2, 5-TpHMeTHJi- 

-4-(n -N,N* -AHMeTHJiaMHHOCTHpHJl)-HMH- 

flaao [4, 5— cJnHpHAHHHH-HOAHA (HIO-6) . 

1,05 r (3,5 -10'^MOJib) 1,2,4,5- 
-TeTpaMeTPLTTHMHAaso [4 , 5-clnHpHAHHHii- 
HOAHAa H 0,7 r (4,5 mmojib) n-(AHMe'- 
TiinaMHHo)5eH3anbAerHAa pacTBopHiOT 
npH HarpeBaHHH b 30 wn h -dyraHona, 
Ao6aBJiHioT 2 Mji (2 MMOJib) nHnepHAHHa 
H KHnHTHT Ha MacjiflHo^i 6aHe npH reM- 
nepaType 135-145^0 2 Ilocjie oxjiajK- 
AeHHH BbinaBOTHH ocaAOK KHpnHMHo-Kpac- 
Horo i^Bera oT4)iinBTpoBbiBaK)T h npoMbisa- 
lOT 94>iipoM, BbKOA 1,45 r (96,7%), 
T.njT. 228-230''C (H-eyraHOJi) . 

HaftAeHo, %: C 52,7; H 5,4; N 12,7. 

BbniHCJTeHO, %: C 52, 5i H 5,3, 
N 12,9. 

n p H M e p 1 , 2, 5-'TpHMeTHJI-4- 

-*(2, 5~AHMeTOKCHCTHpHJl)HMHAa30[4 , 5-0*1 
nKpHAHHHft-HOAHA (1110^5) • 
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noJiyqaioT aHanorH^HO •npHMepy 1 , hc- 
xoAH H3 1,05 r (3,5 mmojib) 1,2,4,5- 

-TeTpaMeTHJIHMHAaSot 4 , 5-cl nHpHAHHHH- 

-HOAHAa H 0,7 (4,2 mmojib) 2,5-AHMe- 
TOKCH6eH3ajibAerHAa, BbixoA 1,5 r (96%), 
T.nji^ 184-185''C (H~6yTaHOJi) . 

HaHAeno, %: C 50,5; H 5,5; N 9,2. 

BbiHHCJieHo, %i C 50,5,' H 5, 6, N 9,3. 
n p H M e p 3. 1 ,2,5-TpHMeTHJI-4- 
-(n -MeTOKCHCTHpHJl)HMHAa3o[4, 5~c]nH- 
PHAHHHH-HOAHA (HK}-452) . 

riojiy^aioT aHajiorHMHo npHMepy 1 , hc- 
xoAH H3 1,05 r (3,5 mmojib) 1,2,4,5- 
-TeTpaMeTHJiHMHAaao [4, 5-c7nHpHAHHHfl- 
-HOAHAa H 6,51 mji (4,2 mmojib) h-Me- 
TOKCH6eH3ajiBAerHAa J BbixoA 0,96 r 
(63,3%), T.nn. 235-236*^0 (HO). 
HaiiAeHo, %: N 10,5. ^ 



SO 



BbMHCJieHo, %: N 10,0. 



n p H M e p 4. 1 , 5-AHMeTHJi-2-4)e- • 

HHA-4- ( 2 , 5-AIJMeTOKCHCTHpnn) HMHAaso- 

[4,5-c]nHPHAHHHii-HOAHA (HK}-428) . 

riojiyMaioT aHajioTH^iHo npHMepy 1 , hc- 
xoAH H3 0,8 r (2,2 mmojib) 1,4,5-TpH- 
MeTHJi~2-d)eHHJiHMHAa3o [4, 5~c]nHpHAH- 
HHii-HOAHAa H 0,546 r (3,3 mmojib) 
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2 , 5-AHMeTOKCHeeH3aJibAerHfla , bwxoa 
0,85 r (71,2%), t.hji. 233-234*'C 
(H -6yTaHon) . 

HaHAeHo, %: N 8,3. 

Bbi^HcneHO, %: N b,z. 

II p H M e p 5. 1 , 5-aHMeTHJi-2-4>e- 

HHJI-4- (n-*N ' ,N ' -AHMeTHJiaMHHOCTHpHJl) - 
HMHAa3o[4, 5-clnHpHAHHHH-HOAHA (HH)-43 1 ) 

noJiyi^awT anajiorH^iHo npHMepy 1, 
HcxoA« H3 0,8 r (2,2 MMOJib) 1,4,5- 
-TpHMeTHJT-2-(i)eHHJIHMHAa30 [4 , 5-c JnHpH-| 
AHHHH-HOAHAa H 0,448 r (3 mmojib) n- 
N,N-AHMeTHJiaMHHo6eH3ajibAerHAaj^ bbixoa 
0,85 r (78,2%), t.hji. 265-266''C 
' (H -dyraHOJi) . 

HaHASHO, %: C 57, 7^ H 5,2. 

BbitiHCJieHo, %; C 58,0; H 5,1. 

^yHFHAHAHyK) aKTHBHOcTB onpeAejiH- 
WT Ha MHAejTHH rpH6oB: Botrytis cine- 
rea, Fusarium monilif orme, Venturia 
inaep:ualis, Aspergillus niger, Ver- 
ticilliuiD dahlick h 6aKTepHH Xahtho- 
monas malvacearum. 

HoBbie BemecTBa pacTBopnioT b aueTO- 

He H B CTepHJIbHblX yCJIOBHHX BBOAHT B 

pacimaBJieHHbift KapTocSejibHo-^AeKCTpos- 
Hbiii arap, KOTopbift pasJiHBaioT no tiam- 
KaM rierpH. 3a sTajioH npHHHMawT tbt- 
paMeTHJiTHypaMAHcyjifa^HA (TMTJI) . Koh- 
AeHTpaAHH Aei^CTByiomero semecTBa 
0,003%. Mepea 18-20 h nocjie paajiHBa 
H sacTbiBaHHH arapoByw ruiacTHHKy hho- 
KynHpyMT Kyco^KaMH mhabjiha, yKasan- 
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HbK TeCT-Oe-beKTOB H BblAepJICHBaiOT B 

TetieHHe 4-5 cyroK npH reMnepaxype 
22-25^C. no HCTeiieHHH yKasaHHoro cpo- 
Ka onpeAejiflWT pasMep kojiohhA Hsy^eH- 
5 Hbix rpH6oB, a sareM no (|>opMyne 36- 
6oTa onpeAejiflnH npoueHT noAasneHHS 
(P) MHueiiHH rpHGoB no cpasHeHHio c 

3TaJIOHOM: 
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•100, 
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rfle a - pocr MHij^eJiHfl rpnGoB h:kohtpo- 
jie; 

c - pocT MKiiejiHH rpH6oB no npe— 
napary. 

PesyjibTaTbi HcnwraHHft npeACTaBneHbi 
B Ta6nHue. 

CoeAHHeHHH mH4>poB HIO-452, HH)-428, 

HH)-5, HlO-6 no 4^yH^HI^^flHOft aKTHBHOCTH 

npeBocxoAHT hjih paBHOueHHw arajioHy • 
TMTfl Ha MHuejiHH rpHGa Verticilliuia 
dahlial. CoeAHHeHHH HK)-6 h HK)-452 
oGjiaAaioT TaKsice Bbipa^eHHoil 6aKTepHi;HA 
Hoft aKTHBHocTbio. CoeAHHeHHe 1110-5 06- 
naAaer aKTHBHocTBio npoTHB BosGyAHTe- 
jiH cepo^ FHHJiH rpH6a« IIommmo bucoko^ 
tyHrHAHAHofi axTHBHOCTH saHBJifleMbie Be- 
ntecTsa oGjiaAaior BbicoKoit cejieKTHBHOc- 
TbK) BosAelicTBHJz Hd FpHGKOBbie saGojie- 
BaHHH, a 3TO, B CBOK) ouepeAb, npeAO- 
xpaHHeT aarpHSHeHHe oKpy^aiome^ cpe- 
Ab! oT HsnHDiHero npHMeneRHK XHMMMec-* 
KHX Be^ecTB KaK cpeACTsa 6opb6u c na 
pasHTHpyran^MH opraHHSMaMH. 



PesyjibTETbi HcnbiTaHHH na (jDyHrHOHAHyio aKTHBHocTb (HcnbrraHHH coeAHHeHHft 
npoBeAeHbi b KOHAeHTpauHH no a»b. 0,003% 



niHiJjpbi coeAH- 
HeHHi) 


Xanthomo- 
nas mal- 
vacearum 


Botrytis 
cinerra 


Fusarium 
monili- 
f orme 


Venturia 
inaegua- 
lis 


Aspergillus 
niger 


Verticillium 
dahlial 


ra>-452 


75 


36 


22 


25 


8 


92 


HiO-431 


12 


68 


1 1 


6 


17 




HIO-428 


12 


18 


33 


25 


17 


83 


HK)-5 


50 


100 


4 


14 


13 


100 


HIO-6 , 


100 


^3 


. 0 


31 


13 


100 


TMTfl 


87 


100 


100 


100 


87 


83 




C0K)3 COBETGHMX 

COUMAJmCTMMECHHX 

PECriyEJ1l«i 



,,„SU., i 048742 A 

(51)4 C 07 D 471/04; A 61 K 31/395 



rOCy/JAPCTBEHHypI HOMHTET CCCP 

nOTlEilAM MaOBPETEHM*?! M OTHPWTMfi J 



OnMCAHME M30BPETEHMfl 

K ABTOPCKOMV CBttAETEIIbCTBy 



(21) 3268639/23-04 

(22) 30.03*81 

(46) 23.12*86. Bwn. IP 47 

(71) Hhcthtyt <bH3HKO-opraHOTecKoil 
XH^fHH H yrjiexHMHH AH yKpaHHCKO.il- CCP 
H^SanopoTKCKHfi rocyAapCTBeHHbiilf MeflH- 

UHHCKtdi HHCTHTyT 

(72) lO.M. Wthjiob, A.T* HrHareHKO, 
JI.E. MHxaiiJioBa h B.B. KHpH^ieHKO 
(53) 547.859(088.8) 

'(54) 2,4-zmCTMPIinnPOH3BOflHbIE HMHflA30 
t4,5-C]nHPHHHHHH,; OBJIAflAKWBiE BAKTE- 
PHOCTATHHECKOK H b^yHIUCTATinECKCMB 
AKTHBHOCTbH) 



(57) 2,4-flHCTHpnjinpoH3BOflHbie HMHAaao 
[4»5-clnHpHffHHHH o5iqefl ^^opMyjiu 





CH 



me a) K,=N(CH3)^ , R 

6) R,=R4=0CH,, 
oSnaAsm^He SaxTepHocTaTiPiecKpii h 
^yHracTaTmecKoft aKTHBHocTbio. 



^ 1048742 
HsoSpereHHe othochtch k hobbim 

XHMHxieCKHM COeAHHeHHHM pHfla HMHflaSO' 
HHPHAHHa, a HMeHHO K 2 , 4-AHCTHpHJl- 
npOH3BOAHbIM HMHAaS O ^4 , 5-C ^nHpHAHHHH , 

KOTopbie npoHBJiHioT OaKTepHocTaTiwec-' 

Kyro H $yHrHCTaTHMeCKyK) aKTHBHOCTb H 

MoryT 6biTB HcnojibsoBaHbi b xhmhko- 
$apMau;eBTOTecKOH npoMbinuieHHocTH, 

B nareHTHoft JiMxepaxype onncaH 5- 
AOAeuHJT- 1 -MeTHJTHMHAaso [ 4 , 5-c] hhph- 

AHHHH6pOMHA, npOHBJTHIOmHft aHTHMHKpoS- 

Hyio H (i)yHracTaTHqecKyio aKTHSHOCTb. 
OAHaKo OH oGjiaAaex BbicoKoft tokcot- 
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UejibKJ H3o6peTeHHa HSJiHexcH pacniH- 
peHHe apcenajia cpeflicTB BOSAeitcTBHH 
Ha TKHBOii opraHH3M« 

IIocTaBJieHHaH ujejib AocTHraercH ohh- 

CblSaeMblMH 2 , 4-"AHCTHpHJinpOH3BOAHb!MH 

HMHAa3o[4,5~c}nHpHAHHHH o6meH (})Op- 
MyjiM 



15 




R2 



3' 



TAe a) R,=N(CH3)2 , R2=H; 
6) R^=R =OCH , 



• KOTopbie nojiy^aioT BsaHMOAeftcTBHeM ' 
1,2,4, 5-TeTpaMeTHJiHMHAa3o [4, 5-c] nH~ 

PHAHHHHHOAHAa C H36brTKOM COOTBeTCT- 

Bywiqero apoMaTH^ecKoro ajibAeruAa 
B npHcyTCTBHH nHnepHflHHa b Ka^ecrse 
KHTajiHsaTopa, • 

n p H M e p 1. 2,4-flH-(n-N\N' ~ 

AHMeTHJiaMMHOCTHpHJl) - 1 , 5-AHMeTHJIHMMA"" ' 

a3or4, 5-cinHpHAHHHHHOAHA (1a)» 

0,1 r (3,3 ■ 10"^MOJib) 1,2,4,5-TeT- 

jPaMeTHJlHMHAasO L 4 , 5-c JnHpHAHHH^IHOAH-. 

Aa H 0,2 r (13,2 MO^'^MOJib) n-N ,N - 
AHMeTHJiaMHHo6eH3ajibAerHAa pacTBopH- 
K)T npH HarpesaHMH b 5 mji H-6yTaHOJia, 
ffo6aBJTHK)T 0,24 MJi (2,4-10'i4OJTb) nH- 
nepHAHHa m KunsirRr Ha MacjiHHoft 6aHe 
npH TeMneparype 135-1 45 ""c 3,5 
Ilocjie oxjiaacAeHHH BbinaBiOHj^ ocaAOK bhid- 
HeBoro ABera oTcJjHjTbTpoBWBaioT h npo- 

MMBaiOT 3<})HpOM, BblXOA 0, 072 r (38,6%), 
T.nji, 250^C c pasjiomeHHCM (H-SyraHOJi) . 

CneKTp nMP,S, M.A. (CF3COOH) :3,02 
tx!,-(CH Jjll 3,92 Cc, 1(5)-CH37; 4,12 



[c, ,5(1)-CH ]; 7,30-7,55 (^ 



-CH=CH-); 7,72 [a, 7(6)-H, J-6,5 ru] 
8,43 [a, 6(7)-H*, J-6,5 ru]/ 

HaHAeHo, Z: C 59,7; H 6,0*; N 22,3 

BbrtiHcjieKo, %: C 59,5; H 5,7; 
N 22,4. 

n p H M e p 2. 2,4,-Ah-(3,4-ah- 

MeXOKCHCTHpHJl)-! , 5-AMMeTHJlHMHAa30- 

[4,5-c]nHpHAHHHHHOAHA (16), 

IIojiyMaioT aHajiorHMHo npHMepy 1 , 
HcxoAH H3 0,1 r (3,3 10"^ MOJib) 1,2, 
4, 5-TeTpaMeTHJiHMHAa3o [ 4, 5-clnHpH- 
AHHHAHOAHAa H 0,25 r (1 , 5 10'^ riojib) 
3 , 4-AHMeTOKCti6eH3ajibAerHAa , bbixoa 
0,15 r (75,8%), BemecTso cbgtjio-ko~ 
pHtiHCBoro ABera, T»nji, 175-176**C 
(H-6yTaHOJi) ♦ 

CneKTp IMP (CF3CO0H,^, m.a.): 
3,60 (c,2,5-0CH3); 3,'89 [c, 1(5)- 
20 CH^:); 4,09 [c,5(l)-CH] ; 6,6-7,23 
(m,-C H3- H -CH=CH-); 7,69 [a, 7(6)- 
H, j4,5 fa]; 8,33 t A,6(7)-H, 
J=6,5 taI. 

HaHAeHo, %: C 55,8; H 5,2; 
25 N 20, 9» 

BbixiHcjieHo, %: C 56,1; H 5,0; 
N 21, 2» 

BaKTepHOCTaTHMeCKyW aKTHBHOCTb 

coeAHHCHHPi Hsy^ajiH MeroAOM AByKpaT- 
Hbix pasBeAeHHH Ha ^^hako^ cpeAe. Jinn 

KyjlbTHBHpOBaHHH 6aKTepHii HCnOJlbSO- 
BajiH 6yjib0H XoTTHHrepa (pH 7,2-7,4), 
MHKpoSnaH Harpy3Ka pjin 6aKTepHji 
5' 10 KJieTOK arapoBoft 18-qacdBoft 

KyjibTypbi B 1 MJi cpeAbi. MaKCHMajibHaji 

H3 HCnfalTaHHblX KOHUeHTpaAHH 200 MKr/MJI, 

fljia Bbipa^HBaHHH rpHdoB Hcnonbso- 
BajiH GpcAy Ca6ypo (pH 6,0-6,8). Ha- 
rpy3Ka 500 Tbic. penpoAyKTHBHbix rejicA 
B 1 MJI, MaKCHMajibHan H3 HcnwraHKbix 
KOHAeHTpaAHii 200 MKr/un, Ahthmhkpo6- 

HyiO aKTHBHOCTb COeAHHeHHft no MHHH- 

MaJIbHOH daKTepHOCTaTHMeCKOft HUH MHKO- 
CTaTH^eCKOfi KOHAeHTpaUHH XHMHiieCKHX 
COeAHHeHHfl, BbipaJBCeHHOft B MKr/MJl. 

PesyjlbTaTbl HCnUTaHHH aKTHBHOCTH H 
TOKCHMHOCTH HpHBeAeHbl B TaSjIHAS. 

TaKHM 06pa30M, 2, 4-AHCTHpHJl^pOH3- 
BOAHb^e HMHAa30t4,5-clnHpHAHHHH 06^6^^ 

^opMyjib! 1 o6jiaAaioT 6onee mnpoKHM 

cneKTpoM GaKTepHocTaTHMecKofi h ^yam- 

CTaTHMeCKOH aKTHBHOCTH, HBM S-AOA^- 

AHJi- 1 -MeTHnHMHAaso [4 , 5-c] nHpHAHHHi!- 
6poMHA, a TaKKe hbjthiotch wenee tok- 

CHtlHblMH COeAHHeHHHMH, 
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PeayjibTaTH HcnbiraHHft Ha aHTHMHKpofiHyio 
» iynrHCTaTHxiecKyjo aKTHBHocTb (mhhh- 
ManfcHaH SaKTepHocTaTHtiecKaH h mhko- 
CTanwecKaa KOHucHtpauHH yKaaantj 
B MKr/Mn). 



IBTaMM MHKpoopraHHSMOB H rpHBOB 



"t: 



2 , A-flHCTHpHnnpoH3BOflHUe 
HMWaso [4 , S-cl nHpHflHHHH 





ia 




Staphylococcus aureus 209 P 


100 


Oonee 200 


Esheria colie 675 


200 


0onee 200 


Shigella Plexneri 


50 


200 


Bacilus antracoides 1312 


6,25 


200 


Microsporum lanosum 257- 


50 


200 


Trichophyton mentag. Dfl 124768 


50 


200 


Aispergillus niger BKHF-1119 


200 


Bojiee 200 


ToKCHMHocTi. JW^^, mp/kp .44,7t6,G5 


48,7t2»67 



PeaaKTop 0, KysHeuoBa Texpefl M.Xonanm KoppeKTop JI; naxail 

3aKa3 6978/3 Tapa* 379 Ito^^H^ ' 

BHUHim rocyAapcTBeHHoro KOMHreTa CCCP 
no flejiaM H3o6peTeHHii h oTKpHTHfi 
113035, MocKBa, M-35, PaymcKaii Ha6., a. 4/5 



npoH3BoflCTBeHHo-nonHrpa4)HHecKoe npewiPHKTHe, r. yacropofl, yji. HpoeKTHaa, 4 



